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■(5A) 2,4-flHCTHPIinnPOH3BOflHblE HffiWASO 
[4,5-C]nHPHtmHIW,'j OBJlAJlAKWHiE BAKTE- 
PHOCTATlWECKGft H WHraCTATlWECKrtJ 
AKIHBHdCTbiO 




R2 



(57) 2,4-flHCTHpi«nipoH3BOMHue HMHAaao 
[4,5-clnHpiwKHKH o6iaeft (^pMymi 

me a) Fi=N(CH^)4 , Rj^-H; 

6) R,=R^-0CH,, 
oSnaAaHnqpie SaKTepHocraTiraecKOfi h 

4>yHrHCTaTIPieCKOft aKTIIBHOCTblO, 



HsoOpereHHe othochtch k hobbim 

XHMH^eCKHM COeAHHeHHHM PHAa HMHAaSO' 

nHpHAHHa, a HMeHHo k 2, A-ahcthphji- 

npOHSBOAHbIM HMKAa3o|4,5-c3nMpHAHHHfl, 
KOTOPbie npOHBJIHiOT 6aKTepHocTaTOTec- 
KyW H 4>yHrHCTaTHqeCKyiO aKTKBHOCTb H 
MOryT 6blTb HCnOJH»30BaHbI b xhmhko- 

^apMaqeBTHHecKOH npoMbmuieHHOCTH, 

B naTeHTHoft nHTeparype onKcaH 5- 
AOAeuHJi- 1 -MeTHJiHMHAaa o 1 4 , 5-c] nnpH- 

AHHHi)5pOMHA» npOHBJIHXXIlHjk aHTHMHKpo6- 
HyW H 4>yHraCTaTHqeCICyiO aKTHBHOCTb. 

OAHaKO OH oGnaAaeT sbicoKoft tokchm- 
HOCTbio (Jmj^=13 Mr/Kr). 

UejibX) H3o6peTeHHH HSiineTCH pacmH- 
peHHe apcenajia cpeACTB sosAeAcTSHH 
Ha ffHBOft opraHHSM* 

IIocTaBJieHHaH AeJib AocxHraeTca ohh- 

CblSaeMblMH 2,4-AHCTHpHJinpOH3BOAHb!MH 

HMHAa3o[4,5-c]nHpHAHHHH o6meft 4)op- 
Myjiu 



V 



CH3 CH=CH--f;Vl^i 

a) R,=NJCH^)^ , R2=H; 
6) 




3- 



me a) R,=N(CH )2 , 



. KOTopwe noJiy^awT BsaHMOAeftcTBHeM 
1,2,4, 5-TeTpaMeTHJiHMHAa3 o [ 4 , 5-c] hh- 

pHAHHHiiHOAHAa C H36bITKOM COOTBeTCT-* 

Byioflfero apoMarHMecKoro ajibAeruAa 
B npHcyTCTBHH nHnepHAHHa b Ka^ecrse 
xarajiHsaTopa, • 

n p H M e p 1. 2,4-jDlH-(n-N' ,N - 

AHMeTHJiaMHHOCTHpHJl) - 1 , 5-AHMeTHJIHMHA 

a3or4,5-cinHpHAHHHHHOAHA (la). 

0,1 r (3,3- 10"^MOJib) 1,2,4,5-TeT- 

|PaMeTHJIHMHAa3 O L 4 , 5-c] nHpHAHHHftHOAH- 

Aa H 0,2 r (13,2 -IQ-^MOJib) n-N ,N - 
AHMeTHnaMKHo6eH3ajibAerHAa pacTBopn- 
lOT npH HarpeBaHHH b 5 mji H-SyraHOJia, 
floOasjiHioT 0,24 MH (2,4 ' 10"^Monb) nH- 
nepHAHHa H KHnHTHT Ha MacjiAHoit 6aHe 
npH xeMneparype 135-1 45 ''c 3,5 'i* 
Hocjie oxjiaacAeHHH BbinaBmHft ocaAOK bhid- 
HeBoro ABera or^nnbTpoBbiBaioT h npo- 
MhogaioT 34>HpoM, BbixoA 0,072 r (38,6%), 
T.njT, 250^*0 ,0 pa3Jio»ceHHeM (H-6yTaHOJT) . 

CneKTp mtP, 8, M.A.(CF3C00H) :3,02 
tc,-(CH )jj11 3,92 Cc, 1(5)-CH3l; 4,12 
[c, .5(1)-CH^}; 7,30-7,55 (m, -C^H^- h_ 
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-CH=CH-); 7,72 [a, 7(6)-H, J-6,5 rulj 
,8.43 [a, 6(7)-H-, J-6,5 ru], . 

HaHAeno, Z: C 59,7; H 6,0; N 22,3. 

5 BbiKHcjieHo, %: C 59,5; H 5,7; 
N 22,4. 

n p H M e p 2. 2,4,-flH-(3,4-AH- 

MeT0KCHCTHpHJl)-1 , 5-AHMeTHJlHMHAa30- 
[4,5-c]nHpHAHHHHHOAHA (16), 

10 IIoJiyMaioT aHanorH^Ho npHMepy 1, 
HcxoAH H3 0,1 r (3,3- 10"^ MOJib) 1,2, 
4,5-TeTpaMeTHnHMHAa3o [4,5-clnHpH- 
AHHHftHOAHAa H 0,25 r (1 ,5* 10"^ MOJib) 
3,4-AHMeTOKCH6eH3anbAerHAa, BbixoA 
15 0,15 r (75,8%), BemecTBo cbctjio-ko- 
pHHHeBoro ABera, T.nji, 175-176*C 

(H-;pyTaHOA) . 

CnexTp nMP (CF3C00H,^, m.a.): 
3,60 (c,2,5-0CH3); 3,*89 [c, 1(5)- 
20 CHjD; 4,09 lc,5(l)-CH] J 6,6-7,23 
(M,-aH3- H -CH=CH-); 7,69 [a, 7(6)- 
H, J=^,5 ru]; 8,33 tA,6(7)-H, 
J=6,5 taI. 

HaftACHo, %: C 55,8; H 5,2; 
25 N 20,9* 

BbWHCJieHo, %: C 56,1; H 5,0; 
N 21,2. 

BaKTepHOCTaTHMecKyio aKTHBHocxb 
coeAHHeHHf) Hsy^ajiH mctoaom AByxpar- 
HbDc pasBeAeHHH Ha xHAKoit cpeAe* Ann 

XyJlbTHBHpOBaHHH 6aKTepHft HCnOJTbSO- 

BajiH 6yjTbOH XoTTHHrepa (pH 7, 2-7,4) • 
MHKpo6Hafl Harpysxa ahh GaxrepH^ 
5 * 10^ KJieroK arapoBoft 18-Mac6BoA 
xyjibxypbi B 1 MJI cpeAW. MaKCHManbHaH 
H3 HcnuTaHHbix KOHAeHTpaAHii 200 MKr/nn, 

JJflH BbipanpiBaHHH rpiiSoB Hcnonb3o- 
BajiH cpeAy Ca6ypo (pH 6,0-6,8). Ha- 
rpysxa 500 thc. penpoAyKTKBHbix rejieu 

B 1 KJ1. MaKCHManbHaH H3 HCnblTaHHbK 

KOHAeHTpaAH^I 200 mkf/mji. Ahthmhkpo6- 

HyiO aXTHBHOCTb COeAHHeHH^I no MHHH- 

MaJibHoft CaKTepHocraTHMecKoft hhh mhko- 

CTaTH^eCKOft KOHAeHTpaAHH XHMHMeCKHX 

coeAHHeHHd, Bbipa^eHHo^i b Kxr/Mn, 

PeByJIbTaTU KCnUTaHHft aXTHBHOCTH H 

TOKCHMHOCTH npHBBAeHbi B Ta6nHAe. 

TaXKM 06pa30M,^ 2,4-AHCTHpHJTnpOH3* 

BOAHbie HMHAa3ol4,5-c3nHpHAHHHH o6meft 
4»opMyjibi 1 o6jiaAaioT 6onee qihpokhm 
cnexTpoM 6aKTepHocTaTH^ecKoft h 4»yHrH- 
craTH^ecKOH axTHBHocTH, MeM 5-AOAe- 

AHJI- 1 -MeTKnHMHAaSO 1.4 , 5-c] nHPHAHHHfl- 

6poMKA» a Taxxe hbjihiotch Menee tok- 

CH^HblMH COeAHHeHHRMH. 
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PesyjibTaTH HcnMTaHHfi Ha aHTHMHKpc6Hy» 
H *yHrHCTaTHHecKy» aKTHBHocTb (mhhh- 
MajiiHaji eaKTepHOCTaiwiecKaa h mhko- 
CTaTHHecKaa KOHueHtpawn yKaaaHM 
B Mxr/Mn) . 



■DraMM MHRpoOpraHHSMOB H rpH6oB 



Staphylococcus aureus 209 P 

Esheria colie 675 

Shigella Fle>aieri 
Bacilus antracoides 1312 
Hlcrosporum lanosum 257 
Trichophyton mentag, IMI 124768 
Aspergillus niger BKMF-1119 

ToKCHMHOCTb Jlfl^, Mr/Kr 

50 



2 , A-flHCTHpiUmpoH3BO«HMe 

HMiwaso C4 , 5-ci impuniraBfl 



la 



16 



100 
200 
50 
6,25 
50 
50 
200 
44,7±6,05 



Oojiee 200 
Cohee 200 
200 
200 
200 
200 

Bonee 200 
48,7t2»67 



~!!!L?:_!!!!!1?!!!. ^l""^ ^-J^onanm Koppcktop JI. naraA 

3aKa3 6978/3 THpax 379 Uo^IhZ 

BHHHI1H TocyAapcTBeBHoro KOMHreTa CCCP 

no flCJiaM H306peTeHHft H OTKpWTHft 

113035, MocKBa, «-35, PayncKaa Ha6., a. 4/5 



npoHBBOACTBeHHO-nanHrpa4»wecKoe npewipHRTHe, r. XxropoA, yn. npoeKTHaa, 



